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acid ethyl ester 


314 


ELSD 


4.50 


4.1 




NH 2 L-Tyr-GBPOEt 
(1 -{ [ 2 - Amino - 2 - (4 - hy 
droxy -phenylj-acetyl 
amino] -methyl) -eye lo 
hexyl)-acetic acid 
ethyl ester 


362 


ELSD 


10.33 


9.4 


• 


(3-Py)CH2CH2GBPO 
Et 

[l-({3-[(Pyridine-3-c 
arbonyl)- amino] -prop 
io nyl amino) -methyl) - 
cyclohexylj-acetic 
acid ethyl ester 


375 


ELSD 


9.00 


8.2 




NBocL-Thz-GBPOEt 
4- [(1 - Ethoxycarbonyl 
m ethyl - cycl oh exy Imet 
hy I) -carbamoyl] -thia 
zolidine-3-carboxylic 
acid tert-butyl ester 


414 


ELSD 


6.13 


5.6 




( 1 - {[2-tert-Butoxycar 
bonylamino-2-(4-hydr 
oxy -phenyl) -acetyl am 
ino] -methyl)-cyclohe 
xyl)-acetic acid ethyl 
ester 




"C T C T» 
JtSLoJJ 


j . U j 


A A 



HPLC fo®\1?vk: Intersil ODS-3V 250*4. 6mm column, 
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1 



Solvent: MeOH:H 2 0=l 0:90 to 70:30 with 
0.1%NH4OAc , Flow rate= l.Oml/min, ELSD: 
Evaporative Light Scattering Detector ° #■ — $f $7 



£ 2 - (CCRC60018) » AJ^gr^gjgjfe#jjj^ 





CCRC60018 




Caco-2 




ATCC HTB-37 \ 




Colon » adenocarcinoma ' human 




1ml 




1.3xl0 6 




12. 31.1999 




P23 




82.5% 




80% MEM (Eagle) with non-essential amino acids and 
Earle's BSS +20%FBS 




3TC ' 5%C0 2 




90% culture medium+ 1 0% DMSO 








1:2 to 1:3 




Negative for bacteria ♦ fungi and mycoplasma 



Vi _L i& tf] % & ^^Ta .# $L ' ^ # ^ ^ Gabapentin 

£t £ 4fc #j *fc & ^ fa & & t & #• ' ft *p * * m. $ 

& *'J m # • JLfL^& • 

Ji i£ 1T «fe *J 4£ & T 3" «. «, B fl ft * W An ' * # B £ 

ft ^ _h i& * M • . 
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i * m & t& w 



® 1 % ^# b£ *i| ^ Caco-2 & Sfc^Mt ^# B £ Gabapentin £t 
IB * % W 

1 # 2 *b ># 3 # # *a J!& 

4 ifijfc* 5 
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CH3 




CH3 - i£ 




NH 2 



R 2 J*, 






£ t X ^ -(CH 2 ) y -Ar* 
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-(CH 2 ) 2 -Het'> *tAr'**fi^**Jpi^i* 
Het'^65-12l#3t& ; 




-OR, i£ 



OH 




NH 




4.*, f ff*#'JftS % 1 * flf 5£ 4t 4fe ' * tHetl, 



\=N » n % 4 ° 

5.^o f ff 4. *.j ft ffl % l it <ib & & > & t 



CH3 



R5 

Hetl, ^ — s ' R 5 ^Hi& o bH3 ! J-n&l • 
6.-k° t t* * *'J ft SI * 1 * m it 4l it ^ «7 ' X 




_/ \ _fy oh 

(CH 2 ) y -Ar' • Ar'Jb \=/ s& \=/ : J-y^O 
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7.:Jp t tfr JM'J i£ ffl # 1 31 m 3£ 4t 4fc ' £■ t X % 



(CH 2 ) y -Ar' > Ar'Jb \=/ ; Xy&l • 

8.^0 t ff * jfij |£ ® % 1 /9f 3£ -lb ^ 4fe ' £■ * X & 



(CH 2 ) y - Ar ' ' Ar'l, 




CH 3 



9. ** f tfr # M |& S $ 1 j* m it ^ 4b ^ ' * t R 6 & 

^CH 3 

CH 3 > ^^\^ S ^CH3 > ^"^OH * CH 3 * 

10. ^f***jHjfcfflJM*/tfa£*-4b£'4fr'£t 



CH 3 , 

- CHs - & ^CH 3 



Het'^ 




NH 



; j. 2.%, 1 • 
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^.(I)4L>fb^^ :' 

A, 
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II 

-c 



o 



\ An « V 7 n ' 



* tA^-R 2 -N(R 3 R 4 ) - 

it » Het^*^^il^^^^4-8M £ft ' n J*, 0-4 
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R 4 ^ »l & Sl & -n * o . CH3 > & 




* t X % -(CH 2 ) y -Ar' 



R, 



-(CH 2 ) 2 -Hef ' * t Ar* * * St ft Jfc *. -ft *l * 

& » y 0-2 ^ ^ it ' R 6 # ^ ft i& ^ 3* ft ^- 

C , - C , o Jl At * * W At *fc & ' z|0-2t f t ' 
Het'^6J.12l^3* & I 




P CH 2 '0 




"CH 3 



CH, 



-OR, j& 

12. *. t tf * *>j |§, @ $ 1 1 jg jf/f Idk ^ <a J& 4fc ' * t Ar 



OH 



A 




J Ji- m 0 



13. *if^J^#'Ji£ffl^MJS/9f3it4L&j&^ ' & t 



Het^ 




NH 
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14. *»fifr*#]|£ffl£ii3Jimsit;£.$i.j&4fc.£t 

Het-% \=N ; J. n 4 • 

P 5 CH3 

t HetJb ^ — s ' R 5 47Hil o fcH3 I J-n^l • 

16. ' *i t ft * #4 & ® % 1 1 m fir to /£ 4fe .» X ^ 



. -7 \ _f> OH 
(CH 2 ) y -Ar' » Ar'Jb X^/ & W ; ly^0« 

17. in f ff # ;M £ ffl ^ 1 1 j% fir i£ ^ to j& 4fe ■ £ * X 



%i -(CH 2 ) y -Ar' ' Ar'l, \=/ ; J-y&l ■ 

18. in f t* *! jfe a % 1 1 fir ifc ^ & j& $7 . * t X 



^ -(CH 2 ) y -Ar' ' Ar'l, \=J \ M.y%,2° 

19. *» t ft * #>J II ® % 1 1 fir it ^ to /fc 4fr ' * t R 6 

XH 3 rH 

CH 3 

% ' N CH 3 - ^\^ S -CH 3 - ^N>H ^ CH 3 - ^^ CH 3 - e& ^^CH 3 o 

20. *»ftt-*-*JI£ffl*ii^im^^.toife^»*t 
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